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Sfem 2003-272420 



iii- 8 

# a/n°v h ^i^^n/*>R^ HnvxH^i, II, h;?^ 

*nftBft, Hfflfca iTOBtoffttT, ^ia&&v>f4<$£PT, «F t L < I4MTTN 2 

[0 0 8 5] 

IS1 -9 

[0 0 8 6] 

I§ 1-10 

^XBMfc, TEMPO»ffcfc^©SMfcjRJ!&fc.k 9**JS1-& vT^^t: K*#*ifc** 
f;vx;v*^t^ Ko^ftT, <£±PT\ £f£ L< 14- 7 8*0^^1 0 *RJ&2*ttz®. 

Wbii&fSLms*, m^x^yirymuv, istitb^A, * n aim? aroBMi: 

X b7t Kn7 7V, ^*->7->s j&foj^f-uy^ 7Dn*^A^Ml*fe L< f4**i 
&©«^»«+Xli4fc»*E*-C. N, N - f ;V A 7 5 Fv tert-7*f ;V7 -b ^ - 
^£W4 2, 2, 2 - HJ * H n 7-fe W 5 ^- h tert-V^^^^S^v^^ini^T 

[0 0 8 7] 

Xg 1-11 

ft-^tJ 1 1 £> fF7tK077>, ^***>*^0#**«t»* L< lltfi6oa^» 

[0 0 8 8] 

Xg 1-12 

^^^ttiit^i*. t < mt&mi 2*. 7*1^*, mus^ii* 

[0 0 8 9] 

1-13 

ffc-g^ 1 3 t a -75 ymtert-y-f-^^^x;vmmia*, N, N-^f***A7 

fc?y^>, 4-N, N-^f^7 5 y tTU iS>%£<Di& : &f£&.T. 0- (7-T 
f^>7h'J7V-^-l-'f^) — N, N, N' , N' -f ^^WD-')^ 
f7*tn*X7x-f, jjc»te*/nKiM < KTO (WSC • HC 1) > 1-fcKn 

HilE^ 2004-3022444 



#M 2003-272420 



^— v : 21/ 



^^^yh'JT/-^ (HOB t ) y y; >?"KagfcflUflS-ii:*£ tK4 

Sii3b4v>ii^T, 4 L < naiTURJ&S** C k C J: •) , * (I) wffrft**)— 
*-ffrfr*rl 4 -A£#& &o 
[0 0 9 0] 
111-14 

> * (I) ©ft^fco- IM*"C*4'ffrfr»l 4-B£#4Cli:7&*-C£4o 
[0 0 9 11 

(I) <OW&m<D*>%^ ±M<Dit&mi 4-A*J:0 r l 4-BJ0Lfl-*>flS'ft'» 

£t#*&cf4, fb£^ i 4 -a* fcii i 4 -B3ft»e>ffl»LT, d^s^jESC-cini*^»^ Mtc 

. 75 Siki>L< {±T$ Mb. fcKn^-f^fll, i3i0-yifc(ixxr;«i:#t 
dtHJ;^. BWfc-ra* (I) *>ffrfrW*#*£ t7&*-e#4o i^^QW^t?^ 
4* (I) Ofb^l4. fb^l 4-A*fctil 4-B*. **/-/K ;-)V^ Sfc 

ifta^©tti©^T, fc(4ta»*#T"C;Jc*:fls-*-4£ tic 

[0 0 9 2] 

[0 0 9 31 
[ft3 4l 




[0 0 9 41 

[0 0 9 51 
[<b3 51 



P'O. 




[0 0 9 61 
[0 0 9 71 



2004-3022444 



2003-272420 



[ft 3 6] 

(CH2)„ 



M 2 

[0 0 9 8] 

[0 0 9 9] 
[ft 3 7] 



(CH 2 )n D 

o 



[0 10 0] 

2 

[0 10 1] 
[ft 3 8 ] 



OH 



XgZ-1 , rH . _ XS2-2 .(CHJn D Xg2-3 



o o 

a 




d 



[0 10 2] 

XS2 - 1 

5fc3» *:£U flfrSOlftA (- (CHa) »-) ^tt^^llatN, 0-S> 

ft6 > tt&ip' < C* N, N-y>fV7 p ne;nf;V75>, h V x.-f-A'T 5 ^Uy>> 4 
— N, N-yVf;V75 / e'J ^fc^OtttefffcT, 0- (7-7f^^Vh V77- 
fr-l-DV) -N, N, N' , N' -7" h7^f*70-7AAH7;l'tD*X7x 

-h,*»tt*W'/^K*W (WSC-HC1) > l-tKD^W/h'J7V 
-;v (HOB t ) KWiiv 7 V Vy'^S-MiaTWffl^^r^dfcHJ: »K ft-»b£ 

[0 10 3] 

-j-*^ £ 2 

ffiSEift 2004-3022444 



#gg 2003-272420 



fcfcj: »K afeD*«#AS*tfcft#»c So 
10 10 4] 
X512-3 

±|Bl7g-c# p> *Lfcft-£-^ c uvw^-frZ, ^y-tfy, Y)v*.y^ l, 2 - 

CLi^fcfrfcft^dti:, ±»Lfcfl:^» (I) wKjtX*l«r^bfc— 1 © 

[0 10 5] 

[0 10 6] 
[ft 3 9] 



P'O, 




[0 10 7] 

[0 10 8] 
[ft 4 0] 



Y 

o 



[0 10 9] 
[0 110] 

t5 ? o x mt-r Z> Z. 1 i)*X* § & o 

[0 111] 

mm> iS^> flltt. U^m, Jlft**B»*>«;Hfe<*>*K ; ML «5»L ?Lm> 
vyAfr*ym> Y )V^y*)V*ym, +7 9 vyx)V*>m> *^7r-x^>®^ 

m&omm *mf %> z.t&x&ho 

[0 112] 

WSE# 2004-3022444 
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v : 24/ 



0. 1-9 9. 5M%. if* t < ttO. 5~9 01i%-e*^o 

[0 113] 

nrftufifeo-c^aiujR^aii, ttfrftu jiwwbi, rtiRSK 

^KtR, -7°n/NV-;w #vd^, r^n-Xifc. -tf^-f-^iM 

[0 114] 

n tfv^^u x>^yjb'f7^f7 , J;v7;i/3-;K ^'J t + Ht'fv^f 7V 

[0 115] 
[0 116] 

*J*J*^*fcUT, -S^/w*). 1 -2 0 0 0mg<a®JBT*Jfca o ±fBI&B*pOffl*-C£. 
[0 117] 

JttB«p«:-5-tt, @^ Wii^ tic 

miiE^F2 004-3022444 
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v 7 : 25/ 



10 118] 
[0 119] 
[0 12 0] 

[0121] 

[0 12 2] 

&TFttfkW<o& (I) wft^WOSJjg^ffiiJ J: ^ (I) oft£-%o^g?S14£ili& 
[0 12 3] 
[0 12 4] 

[ft 4 1] 




[0 12 5] 
1 - 1 (Ii 1 - 1 ) 
[0 12 6] 
[ft 4 2] 

TBDPSO 

2 

[0 12 7] 

^cmie^O^^ (J. Org. Chem.1989, 45, 5522, B.E.Marron, et al) KflgoTft-frW 
1 (7 0. 1 g) *£-JftU (7 0 0ml) 0 

"CKSNflU **ft£* (2--* 7/V5-^Ath'J^A (4 1 4mmo 

BiSE# 2004-3022444 



#M 2003-2 7 2420 



v : 26/ 



K 12 Irak 7 0%h;vx , /it) < OiOxfco Sft***Dx.»*>oT5^tw*. 

fcfcttfU iiat-HHI#^iltfco M^OTCML, tekBfc&x^v (1 9 
. 8mh 2 0 3mmol) **>o < •) fcijn*.fco H&T 1 0$M«$Lfc&, -7 8*Cfc?fr*PL 
> 3ft (7 6. lg, 3 0 Ommol) 4r*nx.fco 2 ISIBWtTSaS "CI** fcffftU 

« (1 0 0 g) fc^feOrfi^SCfc U#fc. »?>*L/sftifi|»»tt^oRJBtw-e<?5i* 
53^* 4 6 6 

FAB-MS (**•>?-( y^e- K, vMJ^^m-NBA) 467(M+H + ) 
1 H-NMR (i^no^Wtt <7Mb^v"7 : 

1.04(9H, sh 1.44(1H, t, J=5Hzk 2.73(2H, t^ J=6HzK 3.80(2H, U J=6Hz). 4.18(2H 
,t> J=5Hz)> 5.9K1H, U J=5Hz), 7. 35-7. 46 (6H. mK 7. 65-7. 69 (4H, m) 

[0 12 8] 
1-2 (IS1-2) 

[0 12 9] 
[it 4 3] 

TBDPSO 



[0 13 0] 

Jtf5Rj£T-#k^Hb^2 4>S>*ntM ?>m%L.(3 0 0ml) £0 e CK?£*PU 
Kntfv> (2 2. 7mk 2 4 8mmol) fctPxfco tfV v-? A/<9 I>;vx> 

(2 6 0mg, lmmol) £#Px.fc 0 1 B#|H^M***n^.jRJ!£*fl f Jfc. Lfco #81 

#e>*L7t3fl««0'ffc'e-«»3 (1 0 8 g) li^KJSCfoiiJB^fco 
ft£-W 3 o%a4b^&tt#c 
fr^-ft 5 5 0 

FAB-MS Ofyf^t-K, 7>'J?^m-NBA) 551(M+H + ) 
'H-NMR nn*;i^tf>) Oftfy7l>f 5 : 

1.04(9H, sK 1.49-1. 91 (61k m) % 2.74(2H, t> J=6Hz). 3.46-3.58(2H> mK 3.76(2H> t 
> J=6HzK 3. 82-3. 93 (1H, mK 4.06(lH.dd, J-13, 6Hz), 4.27(1H, dd, J=13. 6HzK 4.6 
5(1H, U J=3Hz)> 5.9K1H, U J=5Hzk 7. 35-7.43(6H. mK 7.65-7.69(4H, m) 

[0131] 
1 - 3 (Ij 1 - 3 ) 
[0 13 2] 
[it 4 4] 

TBDPSO 

HO — ' \— OTHP 
4 

[0 13 3] 

m.mWkV>it&%9 3 (4. 7 3 g) fr^—rfc (3 0ml) H**U -7 8 

VK^mLtZo text-?***) A (17. 2mmol ^ 10. 7mk 1. 6N^>*> 

£v9>o< l)Snx.^o Wa-T?lll*W*i#Lfc&. /^**A7W K (l 8. 9mm 
ol > 5 7 Omg) £JjPx.> WC30^ 0 ICfcMLL, 1 B*|B«#Lfco mtT>*-* 

tBSE# 2004-3022444 



#M 2003-272420 



^— s>: 27/ 



frht : l) -cflHRU tt£-%4 (1. 6 3 5 g) tifeitt»Jl4:LT»fc. 
$Hf-* 4 5 4 

FAB -MS (^yf^^-K, vb'J 7^m-NBA) 455(M+H + ) 
1 H — NMR (M*nn*;l/Ai*») *>7Hi : 

1.04(9H, s)s 1.49-1. 89 (6H> mK 2.41(2H. t> J=6Hzh 3.03(1H. U J=6Hz), 3.47-3.58 
(2H, mK 3.75-3.92(3H. m)> 4.08-4.26(4H, m)> 4.68(lH,t> J=3Hz), 5.53(1H, U J=7H 
z), 7.35-7.47(6H> m). 7. 64-7. 68 (4H. m) 

[0 13 4] 
1-4 (111-4) 

[0 13 5] 
Hb4 5] 

TBDPSO^ 

TBDPSO-/ OTHP 
S 

[0 13 6] 

ft#t>4 (3 4 4mg. 0. 7 6mmol) fc>f3* r !/-A' (7 7mg^ 1. 14mmol) tf>$S7R 
N, N-/>f^*W75 K#iR (2ml) &0t;tC^£PL 
nn->7> (0. 2mk 0. 7 6mmol) &;tax.> 2 NFWa^Lfco Jfi-fbT 

tofcfifcBH-hV*AJ:t?*£*Lfco WBETfc»i»U fflffl^O-fb^t) 5 (5 5 4mg) 

>fk^ 5 (ommit^mmk 

^T-ft 6 9 2 

FAB-MS (tfv'x-f 7^e- K> vh')7^Xm-NBA) 715(M+Na + ) 
1 H — NMR (m^nn^l/A*) Wft?y7 HfiS : 

1.00(9H, sK 1.04(9H. sK 1. 38-1. 82(6H, m). 2.49(2H. U J=7Hz), 3.29-3. 42 (1H, m) 
„ 3. 63-3. 85 (4H> mK 4. 00-4. 09 (1H. m), 4.14(2H> sK 4.46(lH,t, J=3HzK 5.43(1H, t 
, J=7Hz), 7.29-7.48(12H> mh 7.57-7. 78 (8H, m) 

[0 13 7] 
1-5 (111-5) 

[0 13 8] 
[ft 4 6] 

TBDPS<5 

TBDPSO — ' \-OH 
6 

[0 13 9] 

lfc-g-%5 (1. 1 6 g, 1. 6 7mmol) (D*.* J - frifeWL (6ml) iCfcf'j v-* A/*? h 
)ls3->A)V*ym (9 0mg> 0. 3 6mmol) =Sr*Px^ eOTCT-S. 5P$M}&#Lrtio 

*TJlH^«fe»L, «fi*«f5«-*- h U ^Ai-^ftjftLTfeo WBETfcflMSU 

^*7A^D7 h/?7-f- (-> V ^■fr^-SW^**-*' 2 0 : 1 ) -CfflSSL 

, ft^-%6 (8 2 5mg, 8 1%) Ltllfc, 

ffilE#2 004-3022444 
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^- v : 28/ 



6 0 8 

FAB-MS- (**v>tM 7**- K> v h 'J y 9 Xm~NB A) 631(M+Na + ) 
'H-NMR (g^on^;VAttJ) ff)it^> ~7 Mi 5 : 

1.0K9H, sh 1.0K9H. sh 1.23(1H> K J=6Hzh 2.41(2H, t. J=7HzK 3.75(2H. t, J= 
7Hzh 3.90(2H> t, J=6HzK 4.14(2H, sh 5.47(1H. U J=7Hz)> 7. 29-7.47(12H. mh 7. 
57-7. 75 (8H, m) 

[0 14 0] 
1-6 (1*11-6) 

[0 14 1] 
[It 4 7] 



TBDPSO 




[0 14 2] 

(6 0ml) fciJDx., -2 OriC^iPL^o h 7 4 V/n*"*v Kfc (2. 

3 3mU 7. 8 8mmol) ^ L — (+) -mEWLiS*-** (1. 6 2mh 9. 4 6mmol) 
*MXMz., 1 5^#L^^t^ft^6 (4. 8 0g> 7. 8 8mmol) <7>v*nn** 
^»«t (3 0ml) ZMx.. 1 5^m^t7to -2 5tU::i$£pU tert- rf-^ £ Kn^V 
t^p->K (5. 2 5mU 15. 8mmoK 3Ny?nn^r/M) £ -p < *) b i&T L 
o ^T^T^-2 0 1 1' 2 L y ^ ^ ;i/ 7 K (1. 1ml) Zljnz., PpzST*H 

i:i^WLfco'K»l 0%M^m^M^tnx-3 O^TO^LfciL Sfi-eit 

- (vV#^;k ^-^-st^^^ 9 : i) x*ffiWkLtzo ik&mi (4. 7 8 g. 

9 7%) *fa&mWi%)nt LXftfZo ^^fW (>9 5%ee) (iffiit^MTPAx^f 
;K?5NMR^*f^J: «a6/i 0 

W=Hk 6 2 4 

FAB -MS (*y'f -f ^ J E- Fx ^HJ^nm-NBA) 647(M+Na + ) 
1 H — NMR (fi?nn*;l/^r*«) o-fb^v^ Hit 8 : 

1.02(9H> sh 1.03(9H. sh 1.72UH, U J=6Hzh 1.82(1H. dt. J=14, 7Hzh 2.23(1H, 
dt> J=14> 6Hzh 3.17(1H, dd, J=6, 5Hzh 3.55-3. 79(6H, mh 7. 32-7.45(12H. mh 7.6 

0- 7.65(8H, m) 

[0 14 3] 

1- 7 (X*l 1 - 7 ) 
[0 14 4] 

[ft4 8] 




[0 14 5] 

mmnm%T, &mKmm-tzm&w 1 oig 2-3 x-m&i- 55 (10. 4 

5g> 3 7. 2mmol) ^tKx h 9 t Kn y y yfefe ( 1 0 0ml) * 
yx-;i/y>3X9A''W K 7 -< V9&7 4 K (10. 1 1 g, 3 7. 2mmol) £Mi&Tr 

ffiliE# 2004-3022444 
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^— : 29/ 



K (2 4. 7mU 7 4mmok 3 Nr" b v Kn 7 9 >M0 £#D;i> 5^*#L^ 0 CIO 
1^)3 (5 0 0mg. 7. 2mmol) SrJinx^ K- 3 0 *C£ T'#i&L/:o 

7 (4. 4 9g) <Di*rh7l;Kn7 7>M (7 0ml) £ 2 0 $rWt"CiD x. , 

J&fcflfjLU ?k|i:IIil?MLfe. 1 0B#Mi&Tifti$U ^CfcefeHfr 

•7<- (y'j*y^ ^#-9-^-8^11^^-^ 20 : 1H9 : D -ewtKU lb-g-^8 

(5. 9 6g, 9 1%) ^«fe<7)iCTSi: Lxmzo 
it&® 8 OtJSfb^lfttt^ 
^T-fi 9 0 7 

FAB -MS (^ff^r^-K, 7h'j7?Xm-NBA) 906(M-H + ) 
1 H — NMR (M.9 nn^A'Atf) Wft^/^H* : 

0.88(3H, t, J=7Hz)> 0.99(9H> s)> 1.04(9H, s)> 1. 18-1. 63(22H, m)> 1.78-2. 01 (4ft» m 
h 2. 44-2. 57 (1H, m)> 3.00(1H % t. J=6HzK 3. 59-3. 92(10H. mh 4.28(1H, sK 5.37-5. 
55 (2H, m)> 7.29-7.65(20H> m) 

[0 14 6] 
1-8 (IS1-8) 

[0 14 7] 
lit A 9] 




[0 14 8] 

<b^8 (5. 3 0 g. 5. 8 4mmol) t f ^nn^^> (2 0 0ml) 2 , 2-vV 
h^fyT'DA'V (15 0ml) Ki&!&»L, ^'Jy-«)A/17 f^>^)l'*>S (15mg, 
0. 0 5 8mmol) £*nx.> M"T?»fc*#Lfco *&*nfiW**inx."CRi&*#Jt U 

«|H7A^n7h777^ - (v'J*^, ^*-»J- f-* 2 0 : 1) t? 
iflHRLfco -ffc£-»9 (4. 6 9gx 8 6%) ^iffe^MfS £ LT#£ 0 
lb£-t> 9 O^glb^ffJtttfc 
7>T-fi 9 4 7 

FAB-MS (^55fx-f y*- K, "vhU 7^^m-NBA) 946(M-H + ) 
1 H — NMR (S? nn*;i/A>t«) *>7l-fti : 

0.88(3H, t> J=6Hz), 1.02(9IK sK 1.05(9H^ s)> 1. 14-1. 63(28H, mK 1.78-2.16(4^ m 
K 2. 41-2. 51 (1H, m), 3.47(1H. cL J=10Hz)> 3. 64-3. 86 (6H, mK 3.92(s % 4H), 5.36-5. 
42 (2H. mh 7.28-7.47(12H> mh 7. 61-7. 69 (8H^ m) 

[0 14 9] 
1-9 (Ii 1 - 9 ) 

[0 15 0] 
Mb 5 0] 




WliE# 2004-3022444 
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*<—i? I 30/ 



10 1 5 1 1 

ft^9 (4. 39g> 4. 6 4mmol) Ofh7>i Kn 7 9 >T&WL (5 0ml) ^rO'ClC 
}££PU 7?ftf h5W7'/t-9A (10. 2mK 10, 2mmok 1 Mr h9t K 

0 77^iK) fcfifc® (0. 53mk 9. 2 7mmol) fctHx-fco t?#i&U 
2HBfij|U, ffefpa-fbT^*-^ A**ifc*inx.. ->**nn 2 gPttffiLfco 

^c, 3:2) t-iiJLt, 10 ( i . 7 3 g . 8 1%) tmt&nmmi'Rt 
it&m i o ot»s<b^6<jtt*t 

#?-S 4 7 0 

FAB -MS (^y-r-f K> vf'J ^Xm-NBA) 493(M+Na + ) 

1 H — NMR (l^no^VA^) Oft^>7hf 5 : 

0.88(3H. U J=6Hz), 1. 17-1. 73(26H, mh 1. 91-2. 16(4H. mk 2.44(1H, brsK 2.73(1H 
„ dk J=6, lOHzk 2.95(1H, brs), 3.48UH, d, J-llHz), 3.63-4.01(111, 10HK 5.15(1H 
, dd, J=15,9Hzk 5.55(1H> dk J=15. 7Hz) 

[0 15 2] 
1-10 (Iil- 1 0 ) 

[0 15 3] 
[ft 5 1] 




[0 15 4] 

SHR*H£CT\ ttftt^ffU (0. 5 7 5mk 6. 6mmol) OSStIcv * n □ ^ * 
(17ml) *'-7 8TCfc*fcWL, ->^f;WJ^^yK (0. 9 3 6mk 13. 2mmol 
) Oy'7nn^^>M (1ml) fcSTFU 1 5*W»»Lfc. ft**l 0 (3 8 8mg, 
0. 8 2 4mmol) Ov^nn^ ^ (5ml) £v9>o < «5 tftTLfc. a^»4r 1 B#W 

(3mk 2 1. 4mmol) £;&nx-> gC3 0^I#L^: 

*£*Lfeo ^ct^y^^^^--r;v (1 5ml) £tDx., ^fcWfcitgll kjfti&S kfc Q ^?>*ft 

±|B<7)ffii»^v f T^T't K* 2 2 --furtJ — to (2 4ml) . 2 
2-7f> (6ml) t:i^LT, 5-7tg«»:^U, i^ClMth'J 1 ) 
A (7 4 5mg, 8. 2 4mmol) t 'J >&~7jc*± h U *t A (7 4 5mg> 6. 2 1mmol)^ 
(7. 4 5ml) tU»o<»)i:iTlfc. 2 Bf^M^t/^ 0 "CKftM U l> ^»Z1 
fcmi- > U f A*****!!*. P H J: 5 Cl»Lfc, ^^nn^>-e3 mam U 
*l&«^*T?tto;fc&, h 'J ^A±t?*£*Ufco iii^ 

JfflJfiMRO^jSr/l'sKJ'RfcN, N - y > ^ ;v * ^ A 7 U* y tert-7f ^ 7 -fe ^ - ;v (4 
. 5ml) fc*a»U 7 OtJ^lWWSfc^bfco «ffiT"Cft»jS'fk'S-»<:a*Lfeo 
*7A^D7 K77^- ($";***>K 2 o : 1) -CttfiU 

ffrfrlfel 1 (3 4 Omg, 6 0%) «riffeO»Rh LTWfco 

<k^% i i w»aft^Wtt«t 

fl^ft 6 1 0 

FAB-MS h\ v HJ y * *m-NB A) (M+H + )611> (M+Na + )633 

1 H — NMR (I?nn*Ht) <n\\&*s7 MfiS : 

miiE# 2004-3022444 
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y . 01/ 



0.88(3H, t. J=6HzK 1. 18-1. 64(46H, m)> 1.99(2H, q, J=7Hz)> 2.69(2H, ABq. J=15. 1 
8Hz). 2.93(lfK q^ J=7HzK 3. 82-3. 88 (2H. m). 3.92(4H. s)> 5. 51-5. 69 (2H. m) 

[0 15 5] 
1-11 (X@ 1-11) 

[0 15 6] 
Hb5 2] 



[0 15 7] 

ittetySl 1 (3 4 Omg, 0. 5 5 6mmol) *fh7tKo77>' (1ml) 8 
0%mfc-*. : mWL (1 Oml) ^j3nx.rmS-C3. 5B#fTO$L£ 0 &^£f&*DmW7k<£>* 

±-ett*. jRv^raa. iEiiU fb^l 2(2 9 Omg^ 9 9%) *S6Stfeo«i^J» 

*b#^ 1 2 ofcaft^wtfefc 

53*iF-fi 5 2 6 

FAB-MS OKV^-f vf'j7nm-NBA) (M+H + )527, (M+Na + )549 

1 H — NMR (i^nD,Wf) W'>7H5 : 

0.88(3H> U J=7Hz)> 1. 18-1. 68(36H. m). 2.01(2H, q, J=7HzK 2.25-2. 41 (5H. mK 1.9 
9 (Ilk ^ J-7Hz)> 2.04(1H. d, J=7Hz). 3. 62-3. 82 (2H^ m). 3.99(1H, s)> 5.42(1H, dd 
„ J=9> 15Hz)> 5.58(1H. dt^ J=16> 6Hz) 

[0 15 8] 
1-12 (TM 1-12) 



T-feh^ (4 5ml) ^Oti:^U i?a->X#M (0. 4 8mK 0. 9mmoK 1. 
89N) **nx.fco 2 (2 1 6mg> 0. 4 1mmol) ^)7*b>il 

(3ml) £*9>o < 19 iiTLfco l^ia-t? lHWitLfctl^ Hi * A 

±t&& (2 0ml) ^*nxv^nn^^^T»2Jgfflait, #*^Jfir«W **li*ffltii- h U * 

a^^>->^y-;v 5 0 : lfrh2 0 : 1) -CJHMftU ffrfrflfcl 3(19 8mg. 8 9 
%) *RtfewM«mtlt»fc. 
1 3 0»a<k^Wtt«t 
5 4 1 

ESI (L C/MS titiSf'j 7^— K) (M+H + )542 

1 H — NMR (i^on-t^A'f) 0^v7bi5 : 

0.88(3H, U J=6HzK 1. 16-1. 67 (361k mK 1.99(2H> q^ J=6HzK 2.35(4H> t> J=8HzK 2 
.70(1H* d, J=16HzK 2.90(1H. d. J=16HzK 3.28(1H, d> J=9HzK 5.52(1H, dd> J=9, 1 
5HzK 5.68(1H, dU J-15, 5Hz) 

[0161] 
1-13 (Ii 1-13) 

[0 16 2] 




[0 15 9] 
Ut5 3] 




[0 16 0] 



ffiliE# 2004-3022444 



2003 — 2 Y 2420 



<~5— v : 32/ 



Mb 5 4] 




[0 16 3] 



<b^l3 (6. Omg, 0. 0 1 lmmol) , (S) -4-7x-W + y7i^75 
- > t-y-f- -T JWfflBfeffi (5mg. 0.0 1 3mmol) ON, N-'^f^ATS K 
M (lml) £- 1 O^CKJ^ifePU N, N - V 7n xfjvr 5 > (0. 0 0 5ml 
% 0. 0 2 4mmol) , O- (7-7f^Vh'J77-;V-l-'f)l') — N, N, N' , 
N' — -r b5^f^^n- ->AA^t7;Vtn*X7i- h (6. 3n^ 0. 0 16 6mm 
ol) 4-JHS»x.7t 0 *9>o< V) k&ffi.tX~8-M.L, $&&mWLtz 0 mtT>*:-*7 AimWL 

* in Rje * # Jt l , f - * ajL^e tfti * 2 la > mm &&&-?m<kffi o 

-?Y?77 4- (A^t>-ffi»xf;v 7 13) "TttSU ft^fcl 4 (7. 6mg, 8 
2%) *|fe@#tLT#/:, 

fb£* 1 4 (ommt^ttj&Vi 

8 3 5 

ESI (LC/MS^f^^e- K)858(M+Na + ) 

1 H — NMR (fi? n n^tt/Atf!) coik^^^ Hit* : 

0.88(3H, U J=6HzK 1.17-1. 67 (45H. m)> 1.97(2H, q> J=7Hz), 2.33-2.42(4H. m), 2.5 
8 (Ilk d, J=17Hz)> 2.76(1H, d, J=17Hz), 3. 00-3. 15 (3H, m). 4.23(1H, sh 4.70(1H> q 
. J=8Hz), 5.47(1H. dd> J=9, 15HzK 5.65(1H, dU J=15, 7HzK 6. 88-6. 98 (2H, mK 7. 
01-7. 12 (2H. mh 7. 15-7. 22 (2H, mK 7.27-7. 36 (2H. m) 

[0 16 4] 
1-14 (lig 1-14) 

[0 16 5] 
Mb 5 5] 



[0 16 6] 

ft^»14 (7. 6mg) (O^DD^>M (3ml) * CCl-l^U T~y-;1/ ( 
0. 0 1ml) , \>V7frituWfttL (lml) *M&Mz.tz 0 *9>o < «3 fcg»4-0#?-i&U * 

YP*-)V (5 0 Omg, /*VT>1±) (y'7no^^-^^-;v=2 0:1) "Cffl 
»U ft^»15 (5. 4mg> 90%) Srifelft Lt#fco 

ik&b i 5 o^sfb^iftlta 




[0 16 7] 
Ut5 6] 




mgE# 2004-3022444 



2003-272420 



V. 33/ 



[0 16 8] 

5H=-g 6 6 7 

ESI (LC/MS^f^t-K) 668(M+H + ) 

1 h — nmr ys-jud-A <D\t^-yy Yfes : 

0.89(3H, t, J=7HzK 1. 14-1. 38(l4tL m)> 1.42-1. 58(4H. mK 1. 89-2.01 (2H. m), 2.37- 
2.44(4H, mh 2.62(1H, d. J=16HzK 2. 88-3. 04 (2H, m). 3. 20-3. 30 (2H, m), 4.67(1H, d 
d, J =9. 5Hz K 5. 30-5. 65 (2H, mh 6.87(2H> cU J=9Hz)> 6.94(2H, d, J=8Hz), 7.08(1H 
> t, J=8Hz)> 7.20(2H, d. J=9Hz)> 7.33(2H, U J=8Hz) 

[0 16 9] 
[0 17 0] 

Hb5 7] 




[0 17 1] 

it&m 1 6 otja^^tttt 

^T-S 5 8 9 

ESI ( L C/M S ^yf K) 590(M+H + ) 

1 h — nmr ? ; -)v d- A*) (nik^s? : 

0.90C3H, U J=7Hz, 1.20-1.35Q4H, mh 1.46-1. 58(4H, mh 1.96(2H. q> J=5.4Hzh 2. 
27 (3H, sh 2. 40-2. 52 (5H, mh 2.84(1H, d, J=16Hzh 2.89(1H, d, J=16Hzh 2.92(1H 
, dd> J=14^ 9Hzh 3. 04-3. 25 (2H. mh 4.65(1H. dd. J=9. 5Hzh 5. 45-5. 64 (2H, mh 7. 
03-7. 12 (4H. m) 
[0172] 

[0 17 3] 
Hb5 8] 




[0 17 4] 

it^Vd 1 7 otjs^ftte^ 
^4 6 8 1 

E S I (LC/MS#yt 4 7*^- K) 682(M+H + ) 

1 h — nmr * / d - 4 4") (Dit^'yy HI* : 

0.89(3H, U J=7Hzh 1. 20-1. 35(14H> mh 1.41-1.59(4H, mh 1.86-2. 20(2H N mh 2.30- 
2.48(4H> mh 2.58(1^ d> J=16Hzh 2. 78-2. 90 (2H, mh 3. 11-3. 25(2H> mh 4.64(1H. d 
ds J=9, 4Hzh 5. 43-5. 60 (2H. mh 6. 85-7. 44 (9H, m) 
[0 17 5] 

mmmA . 

[0 17 6] 



W,U<W 2004-3022444 
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^-v: 34/ 



Mb 5 9] 




[0 17 7] 

it&w 1 8 <Dmm^&j i mk 

^T-S 6 4 3 

ESI (LC/MS^f^ K) 644(M+H + ) 

1 H-NMR (^^y-;Vd-4*) Wv7Ff5 : 

0.90(3^ t. J=7Hz)> 1.19-1. 38 (14H. mh 1.42-1.60(40. mh 1.82(3H, U J=2HzK 1.8 
9-2.02(2H. m)> 2.44(4H. t. J=7Hzh 2.58(1H, d> J=16Hz), 2. 78-2. 98(2H> mK 3.09-3 
.23(2H. mh 4. 53-4. 67 (3H. mh 5. 39—5. 61 (2H N mh 6.83(2*k d^ J=9Hzh 7.13(2H. dL 
J=9Hz) 

[0 17 8] 
5 



[0 17 9] 
Mb 6 0] 




[0 18 0] 

1 9 (omm^m&tii 
6 5 1 

E S I (LC/M S **v-r -r 7**- K) 652(M+H + ) 

1 H — NMR (**y-/l/d-4«f>) <7>fb^>7 Hft* : 

0.89(3H, U J=7Hzh 1. 10-1. 57(18H. mh 1.82-1. 98(2H. mh 2.32-2.43(4H^ mh 2.63( 
UK d. J=16Hzh 2.90(1H> d> J=16Hz)3.04(lH> dd, J=5> 9Hzh 3. 20-3. 25 (2H, mh 4.7 
3(1H, dd> J=9, 5Hz h 5.40-5.62(2H> mh 7. 28-7. 60 (9H. m) 
[0181] 

mmme 

[0 18 2] 

Mb 6 i] 

[0183] 

tt&m 2 o o^a^^tt^t 

^•^•S 6 2 5 

ESI (LC/MS^^f^^-K) 626(M+H + ) 

1 H — NMR */-;Vd-4f) co<b^^7 Hi* : 

0.89(3H^ U J=7Hzh 1.01-1. 37 (14H. mh 1.40-1. 57 (4H. mh 1. 67-1. 80(2H> mh 2.33- 
2.46(4H, mh 2.60(1H. d. J=16Hzh 2.87(1H, d, J=16Hz)3.06-3.22(2H, mh 3.41(1H> 
dd> J=5, 14Hz)> 4.80(1H> dd. J=9> 4Hz h 5.30-5.48(2H> mh 7. 35-7. 45 (3H, mh 7.6 

HJliE# 2004-3022444 



mm 2003-272420 



v : 35/ 



8(1H, s), 7. 75-7. 80 (3H, m) 
[0 18 4] 

[0 18 5] 
[ft 6 2] 



[0 18 6] 

it&m 2 1 o»a*wtt« 

fr^g 6 7 3 

ESI (LC/MS # v-r -f K) 674(M+H + ) 

1 h-nm R (p< ^/-;vd-4 40 (Dit^yy Mts : 

0.90(3H, t, J=7Hz). 1.19-1. 62 (24H. mK 1. 71-1. 82(2H. m)> 1.89-2.01 (4H. m), 2.43( 
4H, U J=7HzK 2. 61 (lft. d, J=16HzK 2. 82-2. 96 (2H, m) 3. 09-3. 27 (2ft. m). 4.16-4.28( 
1H, m), 4.62(lft, dcU J=9> 4Hz )> 5.42-5. 60(2ft. mK 6.78(2ft, d. J=9Hz)> 7.10(2H. 
d. J=9Hz) 
[0 18 7] 

mmms 



[0 18 9] 

ft-^w 2 2 

6 5 9 

E S I (LC/MS'fyf <f 7*^- K) 660(M+H + ) 

1 h — nmr (* 9 y-;vd-4*) oft^v? Hit* : 

0.81-0.92(9ft. m). 1. 15-1. 63 (23ft. m), 1. 88-2. 01(2H> mK 2.43(4ft, t, J=7Hz). 2.48- 
2. 62 (3ft, m), 2. 79-2. 98 (2ft. m), 3. 12-3. 27 (2H, m), 4.65(1H, dd. J-9, 4HzK 5.44-5. 
59 (2ft. m), 7.06(2H. d> J=8Hz)> 7. 12 (2ft, d, J=8Hz) 
[0 19 0] 

mmw9 




[0 18 8] 
[ft 6 3] 




[0 19 1] 
[ft 6 4] 



HO. 




[0 19 2] 

it&w 2 3 ommik&w&vt 

6 3 5 

ESI (LC/MS'Kvf^^-K) 636(M+H + ) 



ffiiE# 2004-3022444 



#M 2003-272420 



i? I 36/ 



1 H — NMR (^^y-/Ud-4*) Oik^is? I 

0.89(3H, U J=7.0Hz). 1.17-1. 36 (14H> mK 1.45-1. 60 (4H, m), 1.90-2. 02 (2Jk m), 2.4 
1-2.45(4H. mK 2.53(1H, d> J=16.0HzK 2.87(1H. d. J=16.0HzK 2.92(1H, dd, J=8.8 
, 14.0Hzh 3. 16-3. 20 (2H, m)> 3.78(3H, sh 3.80(3H. sK 4.67(1H, dd, J=4.8> 9.2Hz 
K 5.47-5. 58 (2H, m)> 6.75(1H, mK 6. 82-6. 84 (2H, m) 
[0 19 3] 

mmmi o 

[0 19 4] 
[ft 6 5] 




[0 19 5] 

it&m 2 4 <n®m^m'mk 
frf-m 7 o i 

E S I (L C/MS*'^f -f ^^e- K) 702(M+H + ) 

1 H — NMR (^y-;M-4tf) «y7fiJ : 

0.89(3H> U J=7.0Hz), 1.23-1. 31 (14H, m)> 1.48-1. 54 (4H, mK 1.95(2H. q. J=6.9Hz) 
, 2.38-2.43(4H % m). 2.60(1H. d> J=16.0HzK 2.90(1H> d> J=16.0Hz)> 2.96(1H, dd, J 
=9.2, 14.4HzK 3.20(1H, d. J=5.6HzK 3.2l(lHs dd. J=9.2. 14.4Hz), 4.67(1H. dd. J 
=4.8, 9.2Hz). 5.47-5. 60 (2H, mh 6.89(2H. d, J=6.4Hz)> 6.91(2H, J=8.8Hz), 7.22 
(2H> d. J=8.8Hzh 7.32(2H. d. J=6.4Hz) 
[0 19 6] 

gMM 1 1 
[0 19 7] 
[lb 6 6] 




[0 19 8] 

it&m 2 5 nmmit^&imt 

^T-S 6 8 5 

ESI (LC/MS # v'f" "7^- K) 686(M+H + ) • 

1 H — NMR ^y-;Vd-4«t>) «y7 Hfc* : 

0.89(3H> t, J=7.0HzK 1. 19-1. 37(14H, m), 1.46-1. 58(4H^ mK 1. 88-2. 00(2H> mK 2.3 
9-2.44(4tk mK 2.59(1H> d. J=16.0HzK 2.90(1H, d, J=16.0HzK 2. 95-2. 98 (1H, mK 3 
.19-3.24(2H, mK 4.66(1H, dd. J=4.4, 9.2HzK 5.51-5.58(2H. mK 6.84-6. 87(2H, m) 
. 6. 95-6. 99 (2H, mK 7.05-7. 10(2H. mK 7. 18-7. 21(2H> m) 

[0 19 9] 

^mm 1 2 

[0 2 0 0] 



miiE# 2004-3022444 



#M 2003-272420 



^— v : 37/ 



Ut6 7] 




[0 2 0 1] 

2 6 (ntymt^mmk 
^f-S 6 4 5 

ESI (LC/MS sKvf -f 7*^- K) 646(M+H + ) 

1 H — NMR (^^;-;H-4^) Oftfy7Ft5 : 

0.89(6H, U J=6.8HzK 1. 20-1. 39(18H, mK 1.49-1. 62 (6H. mK 1.95-1.98(2H. mk 2.4 
1-2.45(4H, m). 2.55(2H. t, J=7.8Hzh 2.56(1H, d. J=16Hzh 2.87(1H, d, J=16Hzk 2 
.95(1H, dd> J=8.8s 14.0Hzk 3. 17-3. 24 (2H, mk 4.66(1H, dd, J=4.4, 8.8Hzk 5.47-5 
.6K2H, mk 7.06(2H, d, J=8.4Hzk 7.11(2H, d, J=8.4Hz) 
[0 2 0 2] 

$mm i 3 

[0 2 0 3] 

m& s] 




[0 2 0 4] 

it&m 2 7 <D®jmit^&)&tit 

fr^-ft 6 5 2 

ESI (LC/MS*yf^^-K) 653(M+H + ) 

1 H — NMR <?)^v7hf 5 : 

0.89(3H. U J=6.8Hzk 1. 17-1.20(4H, mk 1.23-1. 35 (10H. mk 1.45-1. 54(4H, mk 1.9 
3(2H, q> J=6.4HzK 2. 38-2. 44 (4H. mk 2.47QH, d. J=16.0Hzk 2.85(1H, d> J=16.0Hz 
k 3.07(1H, dd, J =9. 4. 14.0Hz). 3.17(1H, d, J=8.4Hzk 3.35(1H. mk 4.78(1H> dd 
, J=4.8> 9.2Hzk 5. 52-5. 58 (2H. mk 7.45(2tK d, J=8.2Hzk 7.68(2H, d> J=8.2Hz)> 7 
.89-7. 93 (1H, mk 8. 58-8. 61 (1H, mk 8.70(1H> d> J=4.4Hzk 9.01(1H, d. J=1.6Hz) 
[0 2 0 5] 

mmm 1 4 

[0 2 0 6] 
Ut6 9] 




[0 2 0 7] 

^T-ft 6 8 5 

ESI (LC/MS #v-r < 7*^6- K) 686(M+H + ) 

1 H — NMR */-;W-4<tO ff)^V7 hit* : 

0.89(3H. U J=7Hzk 1. 17-1. 18(4H. mk 1. 20-1.36U0H, mk 1. 46-1. 56(4H> mk 1.92( 
2H. q> J=6.4HzK 2. 36-2. 44 (4H, mk 2.61(1H, d> J=17Hz)> 2.91(1H, d. J=17Hzk 3.0 

WiE#2 004-3022444 



#0 2003-272420 



^-y: 38/ 



4(1H, dd, J=8.8, 14.0Hz). 3.19(1H. d, J=8.4Hz), 3.29(1H, dd. J=8.8. 14Hz), 4.75( 
1H. dds J=9.2Hz), 5. 49-5. 60 (2H. m), 7.30(2H. d. J=8.0Hz). 7.40(2H. d. J=8.0HzK 
7.50(2H, d, J=8.0Hz), 7.55(2H, d> J=8.0Hz) 

mmm 1 5 

[0 2 0 8] 
Hfc7 0] 




[0 2 0 9] 

2 9 (DWmft^M&Vi 
fr^Sk 6 6 9 

E S I (LC/M S sl^x -f "T*-*- K) 670(M+H + ) 

1 H — NMR (^^y-^d-44 3 ) O-ffc^y? hft* I 

0.89(3H> U J=6.8Hz), 1.10-1.19(4^ mh 1. 19-1.35(10H. m)> 1.38-1.54(4^ mK 1.9 
1(2H. J=6.5Hz)> 2. 35-2. 43(4H, m), 2.60(1H> d, J=16.8HzK 2.90(1H, d, J=16.0Hz 
K 3.02(1H, dd> J=9.6, 14.0Hz). 3.27(1H, d. J=5.2Hz), 3. 30-3. 33 (1H. m). 4.73(1H 
, dd> Jo4.8. 9.2Hz), 5. 49-5. 54 (2H, m)> 7. 12-7. 17 (2H, m), 7.30(2H, d. J=8.4HzK 7 
.49(2H, d, J=8.4Hz). 7. 58-7. 61 (2H. m) 
[0 2 10] 

mMM 1 6 

[0211] 
Hk7 1] 




[0 2 12] 

it&m 3 o (ommimthmk 

frT-fi 6 8 7 

ESI ( L C /M S # yf -f T^E- K) 688 (M+H + ) 

1 H — NMR (^;-;h-4*) oftfy7hi« : 

0.89(3H. t> J=7.2Hz)> 1. 11-1. 25(4H> u)> 1. 25-1. 35(10H. m)> 1. 40-1. 60(4H. m)> 1.9 
3(2H. q> J=6.7HzK 2. 36-2. 43 (4H, m)> 2.61(1H, d, J=16.0HzK 2.90(1H> d. J=16.0Hz 
K 3.04(1H> dd> J=9.6, 14.0Hz)> 3.21(1H, d, J=8.0HzK 3.27-3. 30 (1H, m). 4.74(1H 
, dd. J=4.4. 9.2HzK 5.47-5.58(2H, m), 7. 00-7. 05(2H> m). 7.31(2H> d> J=8.4Hz)> 7 
.41(2H> d, J=8.4Hz), 7.43-7.51(lH N m) 
[0 2 13] 

mmmi i 

[0 2 14] 



ffiSE# 2004-3022444 
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5> I 39/ 



Ut7 2} 



HO. 




[0 2 15] 

^b^-t? 3 1 (Dmmk^M&tt. 

fr=f-M 6 5 7 

ESI (LC/MS^y't^^e-K) 658(M+H + ) 

1 H — NMR (^^/-;H-4tf) Ofb^y7M^ : 

0.89(3H^ U J=6.8HzK 1. 17-1. 19(4H, m), 1. 20-1. 34(10H, mh 1.45-1.55(4H. mK 1.9 
1(2H^ q, J=6.4Hzh 2. 36-2. 44 (4H, mK 2.63(1H^ d^ J=16.8Hz)> 2.91(1H, d, J=16.0Hz 
K 3.00(1H. dd^ J=9.2, 14.4HzK 3.20(1H, d. J=8.0Hz). 3.26(1H. dd, J=9.2. 14.4Hz 
h 4.73(1H. dd, J=4.8> 9.2Hz), 5.46-5. 53 (2H, m). 7.25(2H, d, J=8.4HzK 7.39-7.45 
(2H, m), 7. 53-7. 55 (3H, m) 

[0 2 161 
$LMm 1 8 



[0 2 18] 

it^m 3 2 (Dtym^wmt {VT*TV*-?-m.&m) 

frf-M 6 4 3 

ESI (LC/MS^y'f^^-K) 644(M+H + ) 

1 H — NMR ?y-;ud-4+) v>{£&is7 vm.s : 

0.89(3H, U J=6.8HzK 1. 19-1.38(14H, m)> 1.46-1. 59(4H, mK 1. 90-2. 00(2H. m). 2.3 
8-2.47(4H. m), 2. 54-2. 59 (1H, mK 2. 75-2. 91(1H> m). 3.04-3.19(21^ m), 3.31-3.37(1 
H, m), 4. 72-4. 76 (1H, m), 5. 43-5. 60 (2H, m), 7. 41-7. 44 (2H. m), 7. 54-7. 59 (2H, m) 
[0 2 19] 

mmm 1 9 



[0 2 2 1] 

ititm 3 3 <7>mmt^Mmk 
fr=f-m. 600 

ESI (LC/MS'f^f'f^-K) 601(M+H + ) 

1 H — NMR ^/-;Vd-44>) <Dit^yy hHL9 : 

0.89(3*K t> J=7Hz)> 1.19-1.35(14^ m), 1.48-1. 58(4H> mK 1. 90-2. 00(2H^ mK 2.42- 
2.45(4H> m), 2.51(1H, d, J=16Hz), 2.87(1H. d, J=16HzK 3.06(1H, dd> J=9.6> 14Hz) 



[0 2 17] 
Ut7 3] 




[0 2 2 0] 
[ft7 4] 




CN 
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^— v: 40/ 



. 3. HUH. d, J=4.4Hz), 3. 33-3. 37 (1H, mK 4.75(1H, dd, J=4.8> 9.6Hz), 5. 44-5. 57 ( 
2H, m)> 7.42(2H, d. J=8.0Hz). 7.63(2H. d. J=8.0Hz) 
[0 2 2 2] 

mmm 2 0 

[0 2 2 3] 
[<fc7 5] 




[0 2 2 4] 

vc^m 3 4 (omik^wnvt 

6 0 9 

E S I (LC/MS^vf 1 K) 610(M+H + ) 

1 H — NMR U^/-^d-4+) Oft*'>7btta : 

0.91-0.98(3H. mK 1. 17-1.40(14H, m), 1.41-1.62(4H. m), 1.85-2. 03 (2H, m), 2.36-2. 
48(4H N m), 2. 51-2. 62 (1H, m), 2. 82-3. 02 (2H. mh 3. 12-3. 28 (2H, m), 4. 61-4. 71 (1H, m 
)> 5. 40-5. 62 (2H. m). 7. 12-7. 30 (4H, m) 
[0 2 2 5] 

mmm 2 1 

[0 2 2 6] 
[it7 6] 




[0 2 2 7] 

-fb^-%3 5<7)W»tt«C (y7Xfl/tv-S^i) 
6 2 0 

ESI (LC/MSsKVf^t-K) 621CM+H*) 

1 H — NMR ^y-;Vd-4^) (Dftfy7 Mt^ : 

0.89(3H, U J=7.0Hz). 1.17-1. 35 (14H, m), 1.44-1.58(4H, m), 1.89-1.99(2H, m)> 2.3 
6-2.49(5H, m), 2. 68-2.88UH, m), 3. 08-3. 16(2H, m). 3.38-3.44(lH. m), 4.77-4.83(1 
H, m). 5.46-5. 58(2H, m). 7. 46-7. 51(2H, mK 8. 12-8. 18 (2H, m) 

[0 2 2 8] 
^MM2 2 

[0 2 2 9] 
Hb7 7] 




[0 2 3 0] 

it^m 3 6 <D*fomt¥-&l 1 &®i 

mU%? 2004-3022444 



#0 2003-272420 



41/ 



3^P* 5 8 1 

ESI (LC/MS **yf K) 582(M+H + ) 

1 H — NMR «>7hf J : 

0.89(3H, U J=6.8HzK 1. 25-1.43(l4H, m). 1. 50-1. 54(4H X mk 2.00(2H> q. J=6.4Hz) 
, 2. 41-2. 45 (4H, m), 2.65QH. d, J=16.0Hz)> 2.86(1H> d, J=16.0Hz)> 3.21(1H, d, J= 
17.2Hzk 3.27(1H, dd, J =5. 2. 14.8HzK 3. 42 (Ilk dd. J=5.2, 14.8Hz), 4.67(1H, dd, 
J=5.2, 8.0Hz), 5.53-5.66(2H, m), 6. 88-6. 90 (2H, m), 7. 19-7. 21 (1H, m) 
[0 2 3 11 

mmm 2 3 

[0 2 3 2] 
[ft 7 8] 




[0 2 3 3] 

ik<tm 3 7 <Dmmit^mmt 
6 3i 

ESI (LC/MS ** yf K) 632(M+H + ) 

1 H — NMR (^^/-;Vd-4tf>) W{t^v7htt^ : 

0.89(3H, t. J=7.0Hzk 1. 21-1. 39(23H, mk 11.48-1.58(4H> mk 1.97(2H> J=6.4Hz) 
, 2.41-2.45(4H, mk 2.59QH, d. J=16.4Hzk 2.88(1H. d> J=16.4Hzk 2.96(1H. dd, J 
=8.8, 14.4Hzk 3. 16-3. 21 (2H. ink 4.65(1H. dd, J=4.4, 8.8Hzk 5. 49-5. 64 (2H, mk 7 
.14(2H, d> J=8.4HzK 7.29(2H. d. J=8.4Hz) 
[0 2 3 41 

mmm 2 ^ 

[0 2 3 51 
[ft7 91 




[0 2 3 6] 

ft#* 3 8 OtfSft^ffJtetfc 
^T-fi 6 8 5 

ESI (LC/MS^f^^-K) 686(M+H + ) 

1 H — NMR *y-;vd-4+) Oft^v7 Mis : 

0.89(3H> U J=7.2Hz)> 1.07-1. 19(4H, mk 1. 19-1. 34(10H, mk 1.45-1. 55(4H, mk 1.9 
0(2H, q, J=6.4Hzk 2.33-2. 43(4H, mk 2.61(1FK d, J=16.0Hzk 2.91(1H. d. J=16.0Hz 
k 3.02UH, dd, J=10.0. U.OHzk 3.19(1H> d, J=8.0Hzk 3.27-3.3l(lH> mk 4.72-4. 
77(1H> mk 5.44-5.55(2H, mk 7.32(3H, mk 7.40(1H, mk 7.52(3H, mk 7.58(1H> s) 
[0 2 3 7] 

mmm 2 5 

[0 2 3 8] 



mSE# 2004-3022444 



mm 2003-2 72420 



^— v: 42/ 



[ft 8 o] 




[0 2 3 9] 

it&m 3 9 (Dmmt^mmt 

^T-Jt 7 0 1 

ESI (LC/MS yf >f K) 702(M+H + ) 

1 H-NMR ^y-^d-44 1 ) (Dit^s? I 

0.89(3H, U J=7.2Hzk 1. 15-1. 37(14H, m). 1.41-1.58(4H, mh 1.90-2.00(2H, m), 2.4 
1(4H> q. J=7.2Hzk 2.61(1H. J=16.0Hzk 2.92(1H, d, J=16.4HzK 2.98(1H, dd> J= 
9.6> 14.0Hz), 3.21(1H, d> J=8.8Hzh 3.27(1H> dd, J =9. 6, 14.0Hz), 4.69(1H, dd, J= 
5.2, 9.6Hzh 5. 46-5. 63 (2H, m)> 6. 85-6. 88 (1H, m)> 6.91-6. 93 (3H> mk 7. 06-7. 09 (1H 
. m). 7.25(2H. d, J=8.8Hz), 7.30(1H> m) 
[0 2 4 0] 

mmm 2 6 

[0 2 4 1] 
[it 8 1] 




[0 2 4 2] 

it&® 4 0 (Dmmt^tb'mk 

^* 6 4 7 

ESI (LC/MS^yf^n-K) 6 4 8 (M+H + ) 
1 H-NMR 9 /-A> d- 4 40 O-ffc^v? MfiS : 

0.80(3H. t, J«7Hzk 0.98(3H, t, J=7Hz), 1.19-1. 62 (20H. m)> 1.91-2.03(2^ mk 2.3 
8-2.46(4H> mk 2.57(1H, d, J=8Hzk 2.84-2. 96 (2H. m)> 3. 11-3. 23 (2H, mk 3.92(2H, 
t, J=7Hzk 4.63(1H, dd. J=9, 5Hz k 5. 42-5. 61 (2H, mk 6.80(2H. d, J=9Hzk 7.11(2 
H> d. J=9Hz) 
[0 2 4 3] 

mmm 2 7 

[0 2 4 4] 
Ufc8 2] 




[0 2 4 5] 

it&m 4 1 o»afls4feWtt«t 

6 3 3 

ESI (L C/MS^yf i "f^ — K) 6 3 4 (M+H + ) 
1 H-NMR 9 ; <Dik^i/7 Ym.d 

0.90(3H, U J=7Hzk 1.03(3H, U J=7Hzk 1. 17-1.40(14H, mk 1.43-1. 60(4H, mk 1.7 

tB8E# 2004-3022444 



mm. 2003-272420 



^-v: 43/ 



7(2H, J=7HzK 1.91-2. 01 (2H. m), 2. 39-2. 49 (4H. m), 2.56(1H, d, J=17HzK 2.80-2 
.97(2H, m). 3.10-3.20(2H> mk 3.88(2H. t> J=7Hz)> 4.64(1H, dd. J=9 N 5Hz K 5.42- 
5.6K2H. m)> 6.80(2H> d, J=9Hz). 7.12(2H, d. J=9Hz) 
[0 2 4 6] 

mmm 2 8 

[0 2 4 7] 
[ft 8 3] 




[0 2 4 8] 

\t&m 4 2 <7>sifc^i$i*yK 

fr^-fi 6 3 1 

ESI (LC/MS#vf^^-K) 6 3 2 (M+H + ) 
1 H-NMR (>^/-^d-4+) Oft^->7 HI* : 

0.89(3H. U J=7Hz), 1. 14-1. 38(14H. m). 1.42-1. 58(4H. m)> 1. 89-2.01 (2H, m), 2.37- 
2.46(4H. mk 2.57(1H. d^ J=16HzK 2. 82-2. 96 (2H, mk 3. 11-3. 22(2tK mk 4. 45-4. 52 ( 
2H, mk 4.63QH, dd, J=9, 4Hz k 5.22(1H. dd, J=10, lHzk 5.371H. dd. J=17^ 1Hz) 
5.45-5. 59 (2H, mk 5. 97-6. 10 (1H, mk 6.82(2H, d, J=9Hzk 7.14(2H. d. J=9Hz) 
[0 2 4 9] 

%mm 2 9 

[0 2 5 0] 
Hb8 4] 




[0 2 5 1] 

it&W 4 3 <7)®mtt^M&tk 
6 0 5 

ESI (LC/MS**yf<^-K) 6 0 6 (M+H + ) 
1 H-NMR U*y-;Vd-4*) (Oit^'yV \-^.8 \ 

0.90(3H. t. J=7Hzk 1.18-1. 40 (14H, mk 1.42-1.58(4H. mk 1.91-2. 01 (2H> mk 2.38- 
2.47(4H. mk 2.53UH, d^ J=15Hzk 2.80-2.97(2H,mk 3. 11-3. 21 (2H. mk 3.75(3H, s 
k 4.64(1H. dd^ J=9> 5Hz k 5.44-5.62(2^ mk 6.81 (2H, d> J=9Hzk 7.13{2H, d. J= 
9Hz) 

[0 2 5 2] 

mmw3 o 

[0 2 5 3] 
[<t& 5] 




tbliE# 2004-3022444 



mm 2003-272420 



^-v : 44/ 



[0 2 5 4] 

it&® 4 4 owa^wtt^t 

6 6 1 

FAB -MS ('fyf^t-K^ vh'J^Xm-NBA) 662(M+H + ) 
1 H-NMR 9 S -)Vd- 4*) (Dft^i/y hits : 

0.90(3H, U J=7HzK 0.96C6H, d> J=6.5HzK 1. 19-1.37(14H, m)> 1.46-1.58(4H, m), 1 

.64(2H, q, J=6.5HzK 1.81(1H, sex^ J=6.5Hz), 1.92-2. 00 (2H, m), 2.43(4H, t, J=7.5 
Hz), 2.59(1H. d, J=16Hz), 2.89(1H. d, J=16Hz), 2.92(1H. dd> J-14, 9HzK 3.16(1H 

> dd> J=14^ 4.5Hz)> 3.21(1H N d, J=8Hz), 3.95(2H, U J=6.5Hz)> 4.63(1H, dd, J=9^ 
4.5HzK 5. 44-5. 61 (2H, m)> 6.79(2H, d^ J=8.5Hz). 7.11(2H, d, J=8.5Hz) 
[0 2 5 5] 

mmm 3 1 

[0 2 5 6] 
iitS 6] 




[0 2 5 7] 

it&m 4 5 <D%omit^mmk 

ft=Ht 6 6 1 

FAB-MS (-f-yf^^E-K, vh'J^nm-NBA) 662(M+H + ) 
'H-NMR (^^y-;Vd-44 J ) Ofb^v? YHL8 I 

0.89(3H, U J=6.5Hz), 0.96(6H, d, J=6.5Hz)> 1. 20-1. 35(14H, m). 1.45-1. 57(4H> m) 
, 1.64(2H, q> J=6.5HzK 1.81(1H, sex, J=6.5Hz), 1. 94-2. 01 (2H, m). 2. 39-2. 45 (4H. 
mh 2.59UH, d, J=16HzK 2.89(1H, d, J=16HzK 2.90(1H, dd> J=14. 9Hz)> 3.16(1H, 
dd^ J=14. 4.5Hz), 3.20(1H, d, J=8.5HzK 3.96(2H, t, J=6.5HzK 4.64(1H. dd^ J=9. 
4.5Hz). 5. 46-5. 60 (2H. mK 6.79(2H. d. J=8.5Hz), 7.11(2H> d^ J=8.5Hz) 
[0 2 5 8] 

mmm3 2 

[0 2 5 9] 
UtS 7] 



HO 




[0 2 6 0] 

it^m 4 6 ommt^MVkWi 

fr=f-m. 6 0 5 

FAB -MS (*'vf^*-F, vh'Jy ^m-NBA) 606(M+H + ) 
1 H-NMR 9J-frd-4*p) eoft^v? \\%8 : 

0.90(3H. U J=7.5HzK 0.96(6H, d, J=6. 5HzK 1.20-1.35(6H, m)> 1.47-1. 58(4H. mK 

1.65(2H> q, J=6.5HzK 1.81(1^ sex> J=6.5HzK 1. 93-2. 00(2H> mK 2.42(4^ U J=7. 

5Hz), 2.59(1H, dx J=16Hz), 2.89(1H> d^ J=16Hz)> 2.90(1H, dd, J=14^ 9HzK 3.16(1H 

, dd, J=14x 4.5Hz)> 3.20(1H, d, J=8.5HzK 3.95(2H, U J=6.5HzK 4.64(1H^ dd, J=9 

{liiE# 2004-3022444 



#M 2003-272420 



V : 45/ 



„ 4.5Hz), 5. 45-5. 61 (2H, mh 6.79(2H, d. J=8.5HzK 7.11(2tk d, J=8.5Hz) 
[0 2 6 1] 

mmm 3 3 

[0 2 6 2] 
Ut8 8] 



[0 2 6 3] 

it&m 4 7 (Dyjmftmtj&tk 

6 6 7 

FAB-MS (#vtM:/^-K. ^h'hnm-NBA) 668(M+H + ) 
1 H-NMR (^*/-;W-4*) Oftfy7 MiS : 

0.96(6H N d, J=6.5Hzh 1. 18-1. 36(6H. m), 1.44-1.54(2H. m), 1.63(2H> q, J=6.5Hz), 
1.80UH, sex^ J=6.5Hz)> 1.90-1.98(2H. mk 2.39(2H, U J=7.5Hzk 2.59(1H, d, J=16 
Hz), 2.72-2.95C6H, m), 3.15UH. dd, J=14. 4.5Hzh 3.20(1H, d> J=7.5Hz), 3.94(2H 
, U J=6.5Hz), 4.63(1H, dd> J=9, 4.5Hz), 5. 44-5. 60 (2H, mK 6.79(2H, d % J=8.5Hz) 
, 7.10(2tK d> J=8.5Hz). 7. 14-7. 27(5H, m) 
[0 2 6 4] 

mmm3 4 



[0 2 6 6] 

4 8 <D®mi^m%t&. 

6 5 9 

FAB-MS (s^^-fyt-K, 7f'J'^^m-NBA) 660(M+H + ) 

1 h — nmr (^^y-;wd-4*) (Diic&'sy vms : 

0.96(6H, d, J=6.5HzK 1.21-1. 42 (10H, mK 1.48-1.57(4H> m), 1.64(2H, q, J=6.5Hz) 
, 1.83(1H, sex, J=6.5Hzh 1.93-2.08(41^ m), 2. 40-2. 46 (4H, m), 2.59(1H, d. J=16Hz 
K 2.88(1H, d, J=16Hz), 2.90(1H, dd, J=14, 9Hz). 3.16(1H, dd> J=14, 5Hz). 3.21(1 
H, d. J=7.5Hz). 3.95(2H, t> J=6.5HzK 4.63(1H. dd> J=9> 5HzK 4.78-5.02(2H, «K 
5. 45-5. 60 (2H, m), 5.80(1H. ddU J=17. 10* 7Hz), 6.79(2H, d. J=8.5HzK 7.1l(2H. d 
. J=8.5Hz) 

[0 2 6 7] 
HMffiJ 3 5 



HO 




O 



[0 2 6 5] 
[<b8 9] 




[0 2 6 8] 



ffiSE# 2004-3022444 
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46/ 



[tt 9 0 ] 




[0 2 6 9] 

\t&m 4 9 (ommit^mmt 

fr=¥-m. 6 7 5 

ESI (LC/MS # yf ^t- K) 676(M+H + ) 

1 H-NMR (p< ^/-^d-4^) «'>7 h-fitS I 

0.89(3H, t, J=7Hz), 0.96(6H, d, J=6.5Hz), 1. 17-1.40(16H, m), 1. 42-1. 58(4H, m), 1 
.64(2H, q, J=6.5Hz), 1.81(1H, sex, J=6.5Hz), 1. 89-2. 03 (2H, m), 2.43(4H, t, J=7.5 
Hz), 2.58(1H, d, J=16Hz), 2.89(1H, d, J=16Hz), 2.92(1H, d, J=14Hz), 3.08-3.24(2H 
, m), 3.95(2H, t, J=6.5Hz), 4.64(1H, dd, J=8, 5.5Hz), 5.47-5.58(2H, m), 6.79(2H 
, d, J=8.5Hz), 7.11(2H, d, J=8.5Hz) 
[0 2 7 0] 

mmm 3 3 

[0 2 7 1 ] 
Ut9 1] 




[0 2 7 2] 

Vvkm 5 0 
fr=Hk 6 6 1 

ESI (L C/M S *Jt 4 7*- K) 662(M+H + ) 

1 H-NMR * S -)Ud- 4*) <Dit^s7 hifed : 

0.87(6H, d, J=6.5Hz), 0.96(6H, d, J=6.5Hz), 1.08-1. 42 (10H. m), 1.42-1. 58 (5H, m) 
, 1.64(2H, q, J=6.5Hz), 1.79(1H, sex, J=6.5Hz), 1.89-2. 04 (2H, m), 2.43(4H, m), 2 
.58(1H, d, J=16Hz), 2.89(1H, d, J=16Hz), 2.92(1H, d, J=14Hz), 3. 08-3. 23 (2H, m), 
3.95(2H, t, J=6.5Hz), 4.64(1H, dd, J=9, 5Hz), 5.46-5. 58(2H, m), 6.79(2H, d, J=8. 
5Hz), 7.11(2H, d, J=8.5Hz) 
[0 2 7 3] 

mmm 3 7 

[0 2 7 4] 
[<b9 2] 




[0 2 7 5] 

5 1 <nmm\L^to i mk 

fr=FA 6 4 7 

mgE# 2004-3022444 
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47/ 



FAB-MS (tfi?7-4 Y\ y^Xm-NBA) 648(M+H + ) 

1 H — NMR (^*y-;Vd-4tf«) ?><fb^v"7 MfiS : 

0.90(3H, U J=6.5HzK 0.96(6H, d> J=6.5Hz), 1.20-1. 37(12H, m). 1.45-1. 57 (4H. m) 
, 1.64(2H, q. J=6.5Hz), 1.81(1H, sex. J=6.5Hz), 1.93-2. 00 (2H> m), 2.43(4H. t> J= 
7HzK 2.59(1H. d, J=16Hz). 2.89(1H> d, J=16Hz), 2.91(1H, dd^ J=14. 9Hz). 3.16(1H 
. dd, J=14. 4.5Hz), 3.20UH, d. J=6.5HzK 3.95(2H, U J=6.5Hz)> 4.63(1H> dd, J=9 
> 4.5Hz)> 5.45-5.60(2^ mK 6.79(2H, d. J=8.5HzK 7.11(2H^ d, J=8.5Hz) 
[0 2 7 61 

mmm 3 8 

[0 2 7 7] 
Hb9 3] 




0 



[0 2 7 8] 

it^m 5 2 (ommt^m^ 

5H^S 6 7 3 

ESI (LC/MS^yf'f/'t-K) 674(M+H + ) 

1 H — NMR (^^/-;vd-4f) «y7b§5 : 

0.96C6H. d, J=6.5Hzh 1.09-1. 37 (11H. m). 1. 37-1. 58(4H, mh 1.60-1.75(8H> m), 1.8 
2(1H, sex> J=6.5HzK 1.91-2. 03 (2H. m), 2.43(4H. m), 2.57(1H. d, J=16HzK 2.88(1H 
. d> J=16Hz). 2.85-2.95(lH> m), 3. 10-3. 24 (2H, mK 3.94(2H. t. J=6.5Hz), 4.63(1H 
. dd. J=5. 9Hzh 5. 44-5. 60 (2H, m), 6.78(2H, d, J=8.5HzK 7.10(2H, d> J=8.5Hz) 

[0 2 7 9] 
1M2- 1 
[0 2 8 0] 
[<fc9 4] 



o 




[0 2 8 1 ] 

N, O-Vt+frM Kn^v;vr 5 (6 3. 3g, 0. 65M) ^i&WBLii*' 

5 KJfiHfca (WSC • HC 1) (124g, 0. 6 5 M) > l-KKn^>'/ 
1>'J77-^ (HOBt) (9 9. 3g> 0. 6 5M) , N, v:/n tf/ux*-* 

7T/ (DIPEA) (2 2 0ml> 1. 3 M) <D*J? n CM * (5 0 0ml) fc„ 8 

-y->^(5 0g> 0. 3 2M) & 0 *CKTiBTU Mi&KT 1 5 B#R3a# Lfc 0 KB 

ftaia-fkr^^-^A^cSFffi (4 oomi) > t&tastwt*.mi- y u (4 0 

0ml) , *5 J: O'i&ifDAJSI* (3 0 0ml) T?*»Lfco «*M Y U f AT-MtK 

C-3 0 0> 500 g> ftJTfci&m) t:r««L^, ^*t>/ftSxf^ (20 : 1) il 
mUX *)it&®5 3 (6 0 g> 9 4%)S:itfe^^®fc Ut#fc 0 

-fk^-w 5 3 (ommit^'mk 

ffi8E# 2004-3022444 



#12003-272420 



^-v: 48/ 



frit-m. 197 

ESI (L C/MS*yf^ 7^6- K) 198(M+H + ) 
1 H — NMR (l^on*^if) #>7Hi : 

1.30-1. 70(8H, m), 1.94(1H, t. J=2.5Hzk 2.19(2H, dt> 1=2.5, 7Hzk 2.42(2H, U J= 
7.5Hz), 3.18C3H, s)> 3.68(3H, s) 

[0 2 8 2] 
X@2-2 

10 2 8 31 
Ut9 51 



o 




[0 2 8 41 

±I5tt-g-t>5 3 (7g, 0. 0 3 5M) Oth7t KD7 7>SI (1 0 0ml) n- 
A7*f;V7^^y-i? A/n ^ K<7) 1 Myif^x-f;vil ( 1 0 OmL, 0. 1M) £- 
1 0*C£T«rFU IMfrC2l$m3 0 3Mft#Lfco RJfcftfc^ttftT 
i£ (3 0ml) fcjtox., (1 0 0ml) fcillx., Mt? 1 0 5HH«#Lfco 

7K (3 0 0ml) -C*JRU ft»^-f-/U (4 0 0ml) KT2IiltiUo ^H/f 
*&5ftl£*fcjc (3 0ml) X~m&, MTtomi- h V * A-C)&7fc?£&U »fll**M*Lfco 
MH7A^nYF^77^ - (73-^0-3 0 0, 2 5 0 g, fll:3te#63g) 
fltMLfco 'Mf* (1 0 0 : 1) ^ffiSUJ: <Mfc£-%5 4 (7. 8 g, 9 3 

5 4 (Dmmit^mt 

fr^-m 2 3 6 

EI -MS 236(M + ) 

1 H — NMR (m^no*;vA«t') oftfv7 bfes : 

0.88(3H. U J=6.5Hz) N 1.23-1. 63(18H, m)> 1.94(1H, dU J=0.5, 2.5Hzk 2.18(2H, dt 
, J=2.5, 7HzK 2.36-2.42(4H, m) 

[0 2 8 51 
1M2 - 3 

[0 2 8 61 
[it 9 61 




[0 2 8 71 

±faffc£-t? 5 4 (7. 8g, 0. 0 3 3M) , x-fWV^'j3-;V (18mL, 0. 3 3M 
) , Hi/x>^;^^- (1 2 5mg, 0. 6 6mM) i^>-V> (1 5 0ml) Kim 

o W&iHk, KJ&WLZmQMM&mi- h V ^AzMgifc (3 0ml) „ j4c (5 0ml) > *v>-C|& 
iftAtt*. (5 0ml) -CifeifrLfco h V A^K**£*U 

ttfflLfco -9- ^ * (2 0 : 1) ^aJSBi l)ft^»5 5 (8. 9 g> 9 7% 

5 5 
2 8 0 

mtiE# 2004-3022444 
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^-v: 49/ 



EI -MS 280(M + ) 

1 H — NMR (1:* n n*;WAi£) (pft^v? Mt<? : 

0.88(31K U J=6.5HzK 1.23-1. 63(22H\ m)> 1.93(1H, t. J=2.5HzK 2.18(2H> dt, 1=2. 
5, 7HzK 3.92(4H. s) 
[0 2 8 8] 
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lO^liJD^s S&K3BH*S*U. 7 7-t>f/l/-Ft2Ma«*U lottfife:/ 
l^-K m*? V T--fV- b-CT y-fe'f fcffofco #§6**Tfk MiSteady 
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$>fz 1 0 0 (x l<DWm* A*U 3 - 4 13 \£*< y h 5 ^MScfi^^l450 MicroBet 
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